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mm«>*m i-. 2, 3-m)7i/-/hh*«®w« 

Hfcl] 



(1) 

, (2) 
[flS 2 ] 



(2) 

(Sift, R 3 ttT/l/*VAM, ***** «MM:*bT*J:v^r^*^ * 
ttS, -K* (3) 



COOR 



2 




R 3 -N 3 



1 
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^ 0 0 2-0 24 9 0 0 

Mfe3] 



COOR 2 




(3) 

[»**2] »±Mfc**#*fc* (I) *fctMMs* (I 1 l> ***** * 
1 ~ 2 ©v^tifr 1 ^&cfa^tf>§£3t8j= 

M**4] R%3, 4-^h^7x^ 3, 4-^*h^>-^- 

**/w^>f/K *b**/HS. RW** r 3 *w-h;*^ ****"e 

[#gl£(DfMffl&^BJ!] 
[0 0 0 1] 

[0 0 0 2] 

1, 2, 3 - h u r wits-«»as*tti: tiz^i^ 

2 , 3 - h »J Tl/'-^fcWitfi^W&ftt V>* (H.Wamhoff 
-'Comprehensive Heterocyclic Chemistry", Pergamon Press, New York(1984) 
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, vol 5, P 705) . yv^-uy K&m t r s? ©*f *<»n 

[0 0 0 3] 

, |»»SJ«K:Jfcy3Sr«ftS***©KKfe^^* (H.Wamhoff ; "Comprehensiv 
e Heterocyclic Chemistry" , Pergamon Press, New York (1984) , Vol 5, p712) 

[0 0 0 4] 

«^«wo9 9/1 6 7 7 o^cwsanTv^*, xvzrjyfc&mfrbr*- 
Mt&® &«3t-r * xg««* < & y > 3c« * * © » ear? * 5 • 

[0 0 0 5] 

(Heterocycles, vol.51, P 481 (1999) , J.Med.Chem. ,vol .26, P 714(l 

983)) tt««a*iTv^**c, fi]R*-e**z:fc*&; 

o 

[0 0 0 6] 
[0 0 0 7] 
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, -K5JC (3) T?*3ft*l. 2, 3 - b U7y-M^^^i<^t5 
ZUKftyjhfr. *fc, sWgjSM«***M*TTfl grille J: 9, se>*c 

[0 0 0 9] 

1) — jR5£ (1) 
[ft 4] 

,COOR 2 




(1) 

, (2) 
Cft5] 

R 3 -N 3 

(2) 

(55*, R 8 »r^y^ ***** **as**LT%j^r/i/*/i>* n 



m$E# 2003-3014881 



2002-024900 
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[ft 6] 



OScfrR 1 , R 2 £J;tfR%lwffi^DJU*£aH-o > T**3*lS.l, 2, 3- 

2) SMIMbMf^«ft« CD (III)**** 1) K«* 

3) *mK»*#B*TK:TfflSftffl3**2fc*»«fc^*^ l) ~2) (&v> 

4) R^S, 4-Wb^7ii*, 3, 4-Wh*f"7x^*^ 
MA/, R 2 #X*/Hfc R^tbU^A, 1 
) —3) GDV^-Ttifr 1 KISB«©I85S^ 
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r3 " N3 coor 2 
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(3) 

[0011] 

^ i/7l ^, 3, 4-^b*f-7i^*^^^ * 
h*2//l/**k *y#*l/<», 3, 3, 4-$?*h 

[0 0 12] 

sMMHcfcv^T, R 2 &* #*b<tt, **** x*/b, t-^;K 

[0013]. 

•^MJ ^A&HtfDT^U^M. **JR^#»f fe^^- 
Lo o 1 4] 

*»ii:^6»4jifli^ii^ttt, #*t,<i*, mm (i) , JMb* 

(I) % Htffc* (I) . JMfc* (HI), (III) > 39ft« (I 

njjji, j:»jjf*b<tttflsi en > mm (HI) ^w^s. *fe 
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mm* 7Khy> z—fzjymoTvym. n, N->^f;i/*w^F, 

[0 0,1 6] 

brit, (i) ©«^iic#bt, (2) <»rv* 

[0 0 17] 

*yA#«ft**Tf-«* (3) ©ft^^s^^^ts. 

[0 0 18] 
[0 0 19] 
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5- (3, A-v*h*f«y % S4M - lH-i. 2, 3-hur^-;v-4 

TJMfcVhU.tfA (4 0mg, 0. 6 2mmol) ©M, N-^ifM^r 
*K»* (5. OmL) iC4- (3, 4 -^b^7x3) -4-**V- 

(104mg, 0. 3 9mmol) ©H, i-?****** 
T*K»* (3. OmL) &5°ClCT^iDL, SSSiatt#fiU 6HP 
#bfc B SJSHT*, RJ»«K1** (lOmL)m W 1 ^^ 1 ' 6 
tt. *Mt2NMTfpHl. 5K1IWEU mtx^^Tfttffibfc. ^fliJS&fct 

*U 5- (3, 4-5>* b^ri/'O^-r^) -1H-1, 2, 3-hUT^/- 
;1/ _ 4 -^j;i/^>^x^;V (6 3mg, IR^5 2%) 
[0 0 2 1] 



1 

5- (3, i-VtbWOMM -1H-1, 2, 3-bUTVT-;V-4 

-#;i/tft>Mx^;v 

7»h'J^(74mg, 1. lmmol)©N, N-S?^f»A75 
K**(l. OmL) ICftfti (I) (7. 5mg, 0. 0 7 5mmol)$MH 
«CT**.fe. £©»**»C. 4- (3, 4 -Wb*J/7x^) -4-** 
y-2-^iX^(2 0 0mg, 0. 76mmol)©N, N-2?;*^;t'* 
^TSF»*C1. 5mL) fcSTCCTSMWU 

ij9A^ItiffiLfe„ m2N*lTpHl. SKliWEbfc*, 

) -1H-1, 2, 3-h';T^-^-4-AM>SS^ (149mg, 6 
5%) 

1 H -NMR (CDC 1 3) : 5 1. 7 0 (3H, t) , 3. 9 0 (3H, s) , 
3. 93 (3H, s) , 4. 28 (2H, q) , 6. 84 ( 1 H, d) . 7. 3 

8 l&Uft 2003-3014881 



2 0 0 2-0 2.4 9 0 0 



9 (1 H, d d) , 7. 6 0 (1 H, d) . 

13 C-NMR (CDGlg) :8 1 3. 9, 5 6. 1, 5 6. 2, 6 2. 2, 1 
0 9. 9, 1 1 0. 8, 1 2 6. 3, 1 2 9. 3, 1 4 9. 1, 1 5 4. 3, 1 
6 0.1,185.8. 
[0 0 2 2] 

5- (3, 4-*?*t^t"<>V^f;V) -1H-1, 2, 3-h'J7l/-;V-4 

7iMt^hU*A(l. 8,4 g, 2 8. 3mmol)C0N, *-V ****** 
(4 0mL) CSfti(I) (19 0mg, 1 . • 9 1 mmo 1 ) « 

^, >7l ^) -4-**y-2-^^/»X^ (2. 5 0g, 9. 4 6m 
mol) CON, N-^fM^7 5KM (lOmL) S5W3 0» 

Z.7?KfoUm*Tl7. 4- (3, 4-^h*^*-^) -4-**V-2- 
7*jm*** (2. 5 0g, 9. 4 6mmol) CON, I-^f***AT3 

SfSW* (7 5mL) C^, ^ (6 3 6mg, 9. 2 2m 

mol) fciHTt. 6NWICTPH1. SIClfU |»lf*TfJ*B^. * 
flUfld 5 w INtiTfpHl. 5lC|g$gbfc^ ****** 

«U 5- (3, 4-*^W^*)- 1H -f' 2, 3-hUry- 
^-4-^>ix^ (4. 71g, 81%)&#feo 
[0 0 2 3] 



5- (3, 4-5>*>*2"<>V>f/l/) -1H-1, 2, 3-h'J7^V-4 
7y*th'J9A (I- 84 g, 2 8. Smmol) CON, M-*****/!/* 
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73K»*(3 7. 5mL) JC«tfli« (HI) (3 0 9mg, 1. 9 0mmol 
) £|g?&JCT;&a*.fc 0 *V*T», XWEft*#HftT. 4- (3, 4-S^h*^ 
7x-M-4-^V-2-yf^xf^(2. 50g, 9. 4.6mmol 
) CDN, N-^f^Mr5KM (2 5mL) §5X3^, ^lC#^b 
fc* SBMWWbfe. *©^> S««K14- (3, 

-4-W-2-W«^(2. 50g, 9. 4 6mmol) StltC 

ran*., a&jc4wni(t#bfc. Bt**mfc s««e^^, 

(63 Bm.g, 9. 22mmol) ft**., 1 NIMIKIT p H 2KUMEI, 
jt. AtfBUi 5 w-t lN-IiTfpH2. 0 

: fc»ftfe«l*u h;vx>t^m »EET*»U 5- (3, 4-^*b*^ 
/OW)-lH-l, 2, 8-Mir;-*-4-**#>t^(B- 
0 8 g, 8 8%) £#fc 0 
[0 0 2 4] 

ih-1, 2, 3-hury-;v-4, B-S?*****^** 

T^bthUfA (2. 8 3g, 4 3. 5mmol) ©N, N-S?^^*^A 
75^(5 2. 5mL) KWM CD (2 8 8mg, 2. 9 1mmol) 
ftWHC-T*iLfe. It«M»B*T, 7^^Xf^ (2. 50g, 14 

Smmol) ©N, N-j;^Mh^T5 F»« (5. OmL) ZS°CKTt\l 

;lii ;xf;b (2. 50g, 14. 5mmol)0N,N-^f»A7$K 
*Hft (5. OmL) fcfl!*., SiKW«:*aK:#*b, 12BWBI«#Pbfe- fifc* 
T*. RJ«*fc** (75mL) Ctttf, ilitb'J^ (1. OOg, 14 
. Smmol) ft**., 2NittTpHl. 8*C!«bfc 0 Wxf^iffl 

bfc. #6nfe*«»*ft*ffTW»b. ih-1, 2, 3-bUTvr-;i/-4 
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5-*?i3)VtfyWl&^ c ?-fl' C5. 9 6 g, 9 6%) £#fc= 
1 H -NMR (CDClg) : 8 1. 3 9 (6H, t) , 4. 4 4 (4 H, q) . 
[0 0 2 5] 



5 

5- (3, 4-*;>l h^Sz-^x^AM^^ -1H-1, 2, 3-hU 

rmM>9A (6 9 0mg, 10. 6mmol) <DN, . 
K** (5 OmL) ICSftflf CD (3 5mg, 0. SBmioDtll 

3, 4-5;* Ki/-7^'j'F) -4-**V-2-^*»x*/u C 1 - 00 
g, 3. 5 8mmo 1) <DN, N-^f»A75 K»* (3 OmL) £3 0 

ia»th'J9A (4 9 4mg, 7. 1 6 mm o 1 ) *fcflt 
2N1HCTPH1. 5KlH»bfc. iWx**T!*»bfc* ^«SJflC& 
5&***&«I*.* lNlttpHl. 5JCl«bfc*, &tm**G'o*- *« 

*rt&bfcH#fc»fcu mtx^^cTiwMi. «ffiT**a*fe*- 5_ 

(3, 4-2?* h^2/--7xX^*^//t*>f^/) -1H-1, 2, 3-MJ7V 
-^-4-^>tlf^(8 8 8mg, 7 7%) &#feo 
1 H -NMR (DMSO-d 6 ) : 51. 24 (3H, t), 3. 74 (6H, s 
) , 4. 3 2 (2H, q) , 6. 9 4 ( 1 H, d) , 7. 2 0 (1H, dd) , 

7. 38 (1H, d) , 10. 70 (1H, br-s). 
[0 0 2 6] 

[0 0 2 7] 
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